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Abstract of JP57080396 

NEW MATERIALS compound expressed by formula I (R is H or acyl). 
EXAMPLE:2"-[{[(2-Chloroethyl)nitrosoamino]carbonyl}amino]-2"-deoxygentianose. 
USE:An antileukemic agent and antitumor agent having very little side effects, e.g. 
pancreatic atrophy. 

PROCESS:1\2,3,3\4,^6'-Hepta-0-acetylsucrose is reacted with a 3,4,6-tri-O-acetyl- 
2-(benzyloxycarbonyl)amino-2-deoxy-alpha-D-glucopyranosyl bromide, and the 
resultant product is deacetylated and catalytically reduced with palladium black, etc. 
to give a ureido derivative of gentianose expressed by formula II, which is then 
nitrosated with sodium nitrite to afford the compound expressed by formula I. 

Data supplied from the esp@cenet database - Patent Abstracts of Japan 



http://v3.espacenet.com/textdoc?DB=PAJ&&IDX=JP57080396&Fs0 1/4/05 



©Int. CI. 3 
C 07 H 13/12 
'/A 61 K 31/70 



© B*m&¥tfT (JP) O tt ft HI * & M 
© & N ft ft & IB < A > BS57-80396 

i&siiie-g- jr^M** @&sa 03^57^(1982)5^190 

7252-4 C 



ADU 
ADV 



%W<0& 1 



(£ 4 H) 



@ft R BS55-155444 
@H3 K 0855(1980)11 E 5 0 

««lPT|rW3TB5#8-g' 

@& m % mm 



*^**nr«!JRlTB 1#13^ 
®& ® A B»fS«tt^i 

B24#8^ 

®& m a 

««»lF+»r3TB5#8^ 
©ft I A *t^2£ 



w m m 

1. 16 91 © * * 

r^ry-*^ h p y msst 
2. # rf I?? * © jg S 
(i) - # * 

CH 2 0R 




CH 2 0R 



(2) R0£?**JK?T*&<£ft|]f*©i&H 




(I) 

i— u— ] — i 

„t OK C . H 2° R 

KHCWCH 2 CH 2 C/ 

NO 

T^^iiArfil4^yf7y-^ - h p y & # 
-r h • 

CK 2 OR 




— CH 2 CH 2 OK 

tO I I CH 2 OR 

OR OH 



(0) 



— 765 — 



HO 

OR 

NHCONHCH 2 CH 2 CZ 
2 



h 0 =■ h p j fb m t lx Wt a an © r ^ * y £ # 

ffiffiftttU = »<b»*, EH tflr <k SK % . tttft^ h 
p ^ $ ^ fl* $ -c % a . 4 *s . t * * y $ * 3& 
m « % t u t ** ffi b* h »; * x w: & *a ss * 

•47ttt-t<D7KStti>*^ «: *a ne « © # $ © 7k $ 
tttfflv*&t&3ftiTl*« R- jb tt a ~ i or 

-3 0tl<Dffii/j&ftf7 7x fc> ft A o & if> II 7 & x & 

UK& tx\ &um&\ m&it* * ? j* * 

ffMfcftKip-c. § to it & to (I) * m h t £ # 

X * & o 

ifa ft MJ fc * -f JUr to * «* IA * * T BcJ ^ K tj* -f o 
3 



ttffiafi57-80396(2) 

. # K tt W : 

CDF 1 -r»7*(6S£,#1ii24:fc2* , 1$ 
* * 4 Ks' ) 
# K <fc # « : 

{fc A 2'-CCC(2 - ^p px^/u )=My7? 

y 3 ^/ut^a- ] r ? / 3 - 2'-r***;'** 
^7y-* 

<fc^teJB . - 0 -T-fe^^- 2'-CCC(2-i?Pox 
^)^My7^V )*^ = ^)7iV 3 

*&:frft : 

U v * 4 F * B -f * * 7 L 1 2 1 0 HU ft 1 x i 0 s . 
*s/* & 2 4 b# |«j 

»KtttUb*to* Wife 4ft 4 L > 60BIH] 

^**©¥*j£#BtiU»£^*x 6 0 B as iff 
4 





















K 
























































\ 


\ 


\ 


\ 


\ 


\ 


\ 


\ 


« 


" 




o 


o 


"o 


o 


o 


o 


m 


















o 


















u? 






















GO 


Ci 


m 


a> 


to 




o 




m 






00 




CO 


m 








m 
















A 


A 














« 
























in 






m 








o 






CO 


Ol 


O) 




r- 




u> 




r-K 












* 


A 


A 














IT 


















«- 




































I 




















o 


o 


O 


o 


o 


o 


o 






o 


m 


n 




o 


m 


CO 














•H 








JJJ. 


































M 




< 








A 


























>- 




























AJ 









116 



4^ 
ft 



o 



II 



SO 



SI * 



0*)<b#%i|l^ ML1210 ajtoiSK W L 1 1£ ^ 
^(d) r ^ 15 n h % % m <o m « 

* # 5| ^9 £ L -C ^ . , 

unn 1 

2'-C<!C( 2 - ^ p p xf/u)y $ j •} * ju # - 
^ ) 7 i ; 3 - 2' - r * * y - r y 1- 7 ; - * 
C it it m± , - itf * (a) x r i>i & x tJc * m * o 

# D o $« ig ft 

(l) l', 2, 3 .3'. 3'. A. 4'. 4'. 6', 6»- T * .- 0 - 7 He 
f- - 2* - *J a> * * y fj & *t a, ) 7 $ 

.2'.; f ^'/^Xf 7^-^( <t^feT .) O 58! it 
ft 

r* y y s Q *t*K v. .2 . 3 ,.3\ 4 .4', 6' - ^ 

StlfeftL003,4,6-l> U - 0 - T-fef^^ - 2 
- ( -«>'^A'^4 i ^*^df^A' ; 7 ^ y - 2 - 

6 



—766- 




T * * *s - a - D - /^a '/Ay at-f 

P8.1 9 £ m $l h * ^ X x *y 7 y (A) 4. 8 

* . *■ x r>* & * m m * *> y » a ( » a & . 

Dr i e r I te ) 6 * £ gl Ml L t t> 3 fU| ill ft , & 

ilt-ffJU, * « * * * & L * * ft* * 
^pn**A 2 0 0 i/t#Kti. t © # jfc 

* Bfe , KKteTkmWlJ* h U * a ? & & x tit & 

ft # 4& I b n * * ^ bjc x-t > 

T IS ft ft -f -6 £ ft # A £ LX±K<b^1foI^ ft 

h tlb o 

1Kt : 6 2 2 V(4K*3 1# )' 
mp. ! 9 6 - 9 8 "C 

CcO*' :+48.6°(C1.0^pp*aa) 
1 H tmai#i»*^ 1 0 O-MHs , CDC/j/TMS): 

0 1.9 4 ( S , 3H , A o ) , 1.9 6 ( S , 3H , Ac ) , 
2.0 1 ( S . 3 H , A c ) , 2.0 3 ( S , 3 H , A c ) , 

7 

titnW l C , 4 8.9 8 :H, 6.17 JN, 2.2 0* 
fe to : C , 4 8.6 9 ; If , 6.3 6 ; N , 2.4 9 * • 
(3) 2'-[[[(2-^ n 0 ^ f ^ ) 7 ;V ] * a, ^ a,*) 

t * J ^-2'-r**i/-ry?TS-* (<b#1to3 ) 
o m & & 

± ft <fr 4fc 2 , 3 6 2ffl0£rt£5?!8l$M 3. 4 

UET\ 2 0 96 > * / -^7X^tt^TS«li(7C-f 
& . » K * ** »J , ^Rtftfttit, * ° y 

# b *t & . tojsit^y-A6 

(0. i«0 £*ttfr#Ti'r&£<$-£&. & lo & <&■ 

& > J)tf«AL-c, ± IB ft 

^J&:i88^(lD(*5456 ) 
rap t 1 3 1 - 1 3 3 X 

c<o5° : + i 6.o°( c i.o 
7c # # m «el : 

C 21 H J7 M 2 O t4 CZH 2 0 (#^i*6 2 7.0 0 )tLt 
9 

-767 




WK57-80396 (3) 

2.1Q(S, 15H,5XAc) ,2.14(S,3H,Ac), 
4.70 ( d , 1 H . J = 9.5H« , H-l*) , 
5.63 ( d . 1 H , J = 3.5Hi , H-l). 
7.33 (S . 5H , C 6 H 5 ) 

% * ft rr m : 

C 4A H 59 N0 29 ( 1 089.9 9 ) t LT 

Ht#{& t C, 5 2.2 2 ;H. 5.6 2 IN, 1.3 2^ 
tt : C , 5 2.3 8 ;H , 5.6 3 JN , 1.4 7*« 
(2) 2'-(.^^^A,^^i/*^rffs^)T$/-2' 

- T**v - ryf-7;-x(it&to2 ) 
Jb ffi ft -fr to ! . 2 8 5 fr 0. 0 2 M t !> H 

IR-120(H + ) * /H T * h HM*y*i^U 
^^tiitit, ^ 7 * t LX 

± to it it to 2#v§ bit* o 

: 1 7 9 IV ( S? ttft ) 

CoQj 5 :+37°(co.6 , ^y-Aj 
7c % ft tfr tt : 

c 2i*i9™\7 < 6 3. 7.6 i)Ht 

8 

ft^il : C.40.23 ;H,6.27;N t 4.47;C/ # 5.65* 
% m i& : C . 4 0:2 8 J H ( 5.9 2 ; N . 4.3 3 ; C Z , 5.5 6 56 o 

£ 'at ft) 2. ■ 

- O - T-fe^^-2'-CCC(2-^DPX^>ru)T 

«/)*A^sA)7i;]- 2*-t # * * s 

- * C ft#«3 4 . -iK^dlltR #\*mK£X-7 

Jb IE ft * to 3 . 2-6ttSfiTHi*^|Kiii 
t l«^Otliift^T2 OB^fiflRfG^-Urio 

fcft:36«?(i|X#86*) 

rap . : 1 4 1 - 1 4 3 r 

t<02° :+4 7. 5°(C0.80^pb*aa) 

C 41 H 57 N 2 0 24 CZ ( ^iF-fi. 1 0 2 9.3 7 ) t LX 

: C 47.84 ;H.5.58;N,2.72;CZ. 3.4456 
?iW& : C . 4 7.9 7 :H, 5.61 IN. 2.7 5 ;Cl, 3.4 756c 

10 



Iff m K illW -t * R & <fe © T f ^ & <o Ha # % « 

* lift M i 

2'-CCC(2-^ onxf-^)-hpyT^/ ] * 
= ^)7<V }-2'-r* + ;'>*:'*T,/-j*C <b£ 

±K<b^%3 , 1 o o 2 h*k## u 

T M fifi 8£ * h V •? a 2 0 £ & # HF\ ft L ^> 
^ «S flq 1" * o 1 M « , tOKfofc^k^*:' 

xmrnmr * '< - ? 4 h ir-i20(h + ) t # ^ -t 
Ffc*tfffift**is-**o » tt * < y p ^ x ~ 

Wtt:7 2«?(ilX#7 0. 8*) 
[a)? 3 : + 3. 1° ( C 0.3 2 . 7k 0 

7c « * w.nac : 

C 2 ,H 34 Nj0 17 CZ ( fl^it 6 3 7.9 9 ) t Ltx 
11 

2.0 1 (8 .311, Ac) , 2.0 3(S.3H,Ac), 

2.0 8 (S,3h\Ac) , 2.1 1 CS.12H.4XAc), 

2. 16(8, 3 H.Ac), 3. 48(l , 2U . J-6.2Ht .CHjCH^) , 

4.73(dd. 1H, J |2 -3.3Hi , J 2 , 5 -9.8Hi ,H-2) , 

4.87 (d, 111, J-8.6H* ,H-1') 

4.95 (t ,H1, J-9.5Ht ,H-4XttH-4') 

5!l 1 ( t . HI, J=9.5H« .H-4'X#lH-4 ) 

5.56(d,lH.J«4.0Ht,H-l) 

7.59(d.lH.J=8.4H..NH) e 

% * » rr «: : 

C 4 1»56 N S°2 7 C ^ ( 1 0 5 8.3 7 ) £ LT 

ttUtk ! C . 4 6.5 3 IH . 5.3 3 :N.3.9 7 ICZ, 3.35* 
*Wilff. : C . 46.39 :H. 5.49 ;N , 4^0 :CZ. 3.29* « 



14888857-80396 (4) 

Ittffil : C,39.53 ;H,5.69:N.6.59;CZ, 5.5656 
: C, 3 9.51 ;H. 5.6 4; N, 6.3 4 ;CZ. 5.30*0 

Ktt M 2 

7* * - O - T * A> - 2' - CCC(2-* p p xf^ ) 
- h WTiJ )*^^-^]7^ }-2"-:r** 
•^yf7/-A C <b£%iB ,-K^(l)TR^tr 
] ©M&fc 

J: K fb # 1fc J. , 1 0 0 7 * h / 3b^» 

# L * © *> x *l*fc#Trc = Bl!<fctt**efc&tf. 

£ £ IS # £ L T ± KMb <fr B # # t> ft & . 

Kit : 7 5 op ( 7 3*) 

mp. I 6 9-7 2t (^i) 

CotDg 0 ;+58°(C0.45^bp*^a) 

1 5 00cn" , (^hpy ) . 1 5 4 0cn- 1 (NH) 
1 7 5 5cM~ 1 (T-tsf-A') 
^ &tfi&#Hl*-«^ 9 OMHi ,CDCZ 4/ /TMS)t 

n.9 9 ( S , 3 H , A c ) , 2.0 0 ( S , 3 H , A c ) , 

12 



13 



—768— 



